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iwm&] mmm 

HMttgl] (R) -2- [ [ [3-^^;i/-4- (2, 2, 2-h'j7^D 
Hf#3£2] (R) -2- [■[ [3-*^/l/-4- (2, 2, 2-h'j7Mn 

xh^s/) -2-tru - 1 H-K>x-r ^ #V 

[ff*g3] ^XifMtfr^l&^ffifSBI (d) #1 1. 6 8, 6. 7 7, 5. 8 
4, 5. 7 3, 4. 4 3, 4. 0 9, 3. 9 4, 3. 8 9, 3. 6 9, 3. 4 1 

, 3. i i*y>f7. bu-2±iz&mw¥-?ttmt>ftzn3ixmm$rrt2-y*: 

[0 0 0 1] 
[0 0 0 2] 

Stm^ffi 5:^^-5 2- [ [ [3-*^;i/-4- (2, 2, 2-h'J7^D 

#H§Hg6 1 - 5 0 9 7 8-if^lC?g££*lT^.£> 0 

[0 0 03] 

[#gf$§#8?& b <fc e> £ -r s m] 

[0 0 04] 

2- [ [ [3-^^;i/~4- (2, 2, 2 - h U 7;i/3rnx. h^ri/) -2-fcf 
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, 2- [ [ [3-^^-;i/-4- (2, 2, 2-h'J7MDXh^ri/) - 2 - tT 

i; x/i/7>f-;i/] -ih-^>x^^^i/-m (R) Mffitt 

(1) (R) -2 - [ [ [3-^f^-4 - (2, 2, 2 - h U 7jl/^DI h 3f 

(2) (R) -2- [ [ [3-*^;i/-4- (2, 2, 2 - h V V fr* U ^ h 3r 
»5hb> 

(3) nmXMm$T(D&*ffimm (d) #1 l. 68, 6. 7 7, 5. 84, 5 
. 73, 4. 4 3, 4. 0 9, 3. 9 4, 3. 8 9, 3. 6 9, 3. 4 1, 3. 

l l hn-A (A) iznmft¥-91$mtin&njfcxffim%trt*-y*: 

m-tz&m (2) mm<DU&, 

(4) ttria (i) mm<Di&&*&mvrte2>m.mffimm^izm-t2> B 

[0 0 0 5] 

r (R) -2- [ [ [3-^^;i/-4- (2, 2, 2-h'j7;i/tnxh^rJ/ 

) - 2-try s?=.;i/] ^7-r-^] -iH-^>X>f5^y-;i/*fc 

;VT^>, ^S/^d^ */;i/T^ >, N, N - i?s<> U> VT $ if 

2 ffilE# 2 000-3057384 
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(R) -2- [ [ l3-*7-fi/-4 - (2, 2, 2-h'j7;i/tDlh^i/) 

e>*>. o. 5>?Mfr#k i. o?M&%, i. 5?fcf&%. 2. 0 7Kfn#?. 2. 5 7Kfn 

[0 0 0 6] 

(R) -2- [ [ [3 -*^;i/-4 - (2, 2, 2-h'j7;i/tDXh^i/) 
^©^©^^li, 2- [ [ [3 -*^-;i/-4 - (2, 2, 2-f'j7MDXb 

3psy) -2-tru^— ;b] ^;i/7>f-^] - l H-s<yX4 z'^-jv 

*itli^©^$:3fe^#flC#-r*\ 2 - [ [ [3 -*^;i/-4 - (2, 2, 2- 

b'j7;i/tnxh3fi/) -2-i;yj?-^] ^^-] - iH-/<>x>f^ 

f)vm. (-) -v^^m, (+) -am (-) -sssk (+) -i- 

7i*f;i/7^x (-) - i -7x^f;v7^ >, yyn — y, (-) - 

o 

ENANT I O — OVM (h-V-*±$g) * fctt^V "fe;i/*t«C H I R A 

3 ffiliE^F 2000-3057384 
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o MxtftfX^DV h^^7>T CP-Ch i r a s i 1 -DeX C 

ttSttftl^K^ftPiRiS, iH**#JI&RjSS0 JctfLT^iStt&tt 
tt&SftSlj tbtit MPT A la-*h*i/- a - (h'j7;Wn^ 

^/i/) :7ac~;i,M] , (-) -^h^t/SI^&if©^^^^; (1 

R-ni>K) -2- (^na^h^r^) -1, 3, 3 - h V U [2 

. 2. l] ^zfZyteZoyb^m&teTfrn**/**^/^^^ F&ifitm-f &*i 

So 

[0 0 0 7] 

2 - [ [ [3-*^;t/-4- (2, 2, 2 - MJ h3f*» -2-fcf 

, #H§Hg 61-50978 USP 4, 628, 098 ^ICSB*<Z>:£& 

* feted ti IClp C £#&IC J: U *l£ . 
[0 0 0 8] 

ft, 3!i*^&<z>«aft. *»#**e>©»aft*«^*fe>ns. 

¥ytt>m.ik*mm («, ^on^*>, ^nn*;i/A^) „ ttfrftftzKHtSI ( 

4 £ttIE# 2000-3057384 
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^ f*> , c«, mm^jiw) . TKn-jvm <«, *#y-;K 

iz%.m&z>wz-m&>±$:m¥tem& ($u 1 : i&vnli : i oo x*m&L 

[0 0 0 9] 

fr< LT^tlfe (R) -2- [ [ [3-*5Vl/-4- (2, 2, 2 - MJ 7 

^ fettle ©^©^ oar, ^mmom&i tv&m-t&z.nib&z 

) &i§r<^ AUC (area under the concentration-tine curve) k£^Ct£ < & U 

5 fl[}E#2 0 0 0-3 0 5 7 3 84 
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o 

[0 0 10] 

JBtt& yj>i/>--X'jy> (Zollinger-Ellison) 

) , Wife, aSftttASBUfc, NUD (Non Ulcer Dyspepsia) , fffc, WMA L T 

^icm^s^^M^-re^^^^^&^ii^-rsfleiifiiifi^*, mis* 

^-f , ffcfcU fitter. jb^-fe/l/Sff (VyhiJ^±Jh^tl) 

tM&S^, M^^t^tbt> J*A (6 0kg) lc*fb^P^lca#-rs 
tM^tbt^O. 5-150 Ong/B, ^*b<«^5~l 5 0«g/ 

[0 0 11] 

HJ^KSItcfeWSR^ffl, »*R*ff, JBttffiU 

6 ffiltE4f 2000-3057384 
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tm&u mmm. ft&m. mn^^^Mm^m^^^t^x^&a 
-y**-^. te&izjvu-x. ^mm^^m. mit**>*£&mffi>tiz> 

a 

tfvx.*-i/yirv =z-;k *Ji9. x^r V ymteiftfm? e>*i£ 0 
^ r^^j ttm Wz-itK. Kn^pi/^n tT;i/iz;i/n-x, tKo^r^ 

, y^tryrrz^ zfju^y, {&m&mt. Kn^pi/^ne;i/t;i/n- 

[0 0 12] 

^ ""JH^fflj tlTJt (l) ^n^/Ki^K>, (2) * n*#;i/* n-*-?- 

te^ffcS* OHO ») , (4) <SS«ISb Ku^>>ynfcr;i/ir;vn-^ («. mm 
<t¥ (80 K) , (5) n-^^-^etfijfcW'&JiS. ^ r^ n ^3KtTK>j 
tbttt, aKU bf— /i/aKy tfn y K> (pvpp) , i 2 - tf n y 

y s/jfc^sKy v-tffcStiTv^fc© l -x.-r-r.ju- 2 -fcfn y s?y > 

*^^y^-i:v^^ft^^feS:^LSB«34^TV^«M■&^»©v^■rnT*oT%«l: < 
, ft^tbtlt 3'JK>CL (BASF*fc»K jjf'J^XF>XL (IS 
P*t*R) . JK'J^7^F>XL-1 0 (I SP*fcSH) , jKU"/7^K>INF- 
i o (I s P*±$D ^if^fes. 
^ rjjc»tt«3^j fcLTtt, «*«x*y-/i/T**tt**ffi?S#^ (MAKE 

ir;i/D-x^^ #y tf-^/t;ny K>fc£] , x*y-^*tt**ttw^ 

7 ffifE*f# 2000-3057384 
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a is <t / t. ;i/ v <i*<Dm.mi£mm&T* & s „ $ iz& * l < » v y * ^ 

fii:bt(±, «*.fcf, iKHb&ytfi*, K»***U ?Afc£f##lf e>*i& 0 17 
Mg 6 A 1 2 (OH) 16 • C0 3 • 4 H 2 0] £ <fctMcM;7;i/^-*- ■ 7^*S/9A 

*8Mb v ^ * ^ * a & *f tr e> *i * . mijjv*/vj±<D i&m&mmm. nhxiz. 

[0 0 13] 

^?n:f-;i/, =r^itfu h^^nni/t, *-y -:/#p&£f##if e>*i£„ 
^ r»»»«i«fj iibtn m*.tt&V^i/yrv rr-;K ^ntfu>^y 

»?A^if^#^e>ti-s 0 

A, =e; ^f7'J ym?V -fey >fc£f<Z)l«?S4£5!J ; 09*. 

tf/Ky ifn ;i/T;i/n-;i/, stfy ifr./i,fc:n y #;i/;K3f s/*^;t/-fe;i/n-:* 

[0 0 14] 

m r^ggftfflj fcUTtt, Ktf*, D-v;i/tfh-;w Mtb'J 

8 ffilE# 2000-3057384 
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m mmitMi iibttt, 48*.tflEttlft%. T^3;i/tf>i, a-l>37xD 
[0 0 15] 

9 ffi!E4# 2000-3057384 
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CM^ttf, *>f K5*f h (Eudragit) L 3 0 D - 5 5 , 
nU 3- bMAE 3 0 DP (^ot^&JB AS Fftl?) , jKU^FPASO 

a2fe;H#ftrttfc«l) ft£] > *;i/7j?^^^^;i/ni^;i/-fe;i/n-^. -fe^y^ft 

NE 3 OD ($^) . K5^fy h R L 3 0 D (iSSife) , *>f K9=¥y h 

RS3 0D ft if) fx>»hUx 

v $/«jft if CD sSMM^<D-m * ttzHUSHJh»^ L % © ft if ti* . _h 

y^'J h-;i/ftif) . fgg-fe/i/n-;* («, •fet^zKG 8 0 1, r^-fe;i/P 

H 101. T^t^/PH 10 2, TWPH 3 0 1. 7lft^PH 3 02 
. Ttf"fe;i/RC- 5 9 1 • ^j^l/^D-X'fMJ'JA) ft if) , 

{SSSIMt: FD^r^^Dtf^-fe^n-^ («, LH-22, LH-32, LH- 
2 3, LH-3 3 (t*) ) J: tfift ftif#MV>*> 

*u se.tc«^»!i, -tmau se^ar 

[0 0 16] 

#«i|!<B*gfitt, ££>icffi© iftv^3g<z>?£1£j&#i:#mLT : fcJ:v^ 
>f ^*V-;i/Msi^f. tfxv*&, ^/n^fl^WtfSfctf&fts. 3©e> 
^ rm^U • tfn y«H£i»Rj iiLTli. M*.^-^ U ^$M>£.m 

1 0 ffiSI# 2000-3057384 
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to , mm. &mm. tomm&z) ^izmmithxmmhx^^<. 

[0 0 17] 

£ 91 £ BS5£ £ *> © fcfc V \ „ 
J^T©##M, m&MlCfc^T, *&1 5-3 0TC£jfti*-rs. 

SU&14» Micro Melting Point Apparatus 

1 H-NMRti, Varian G e m i n i - 2 0 0 l:ffl^Tltb, CD 

8 (ppm) $r^L/fe 0 

IRWu SHIMADZU FTIR-8 2 0 0t«lfe o 

U V tt, HITACHI U-3200 Spectrophotometer 

tklblg. C a ] D tt, DIP-370 Digital polarimeter 
(B##ft (JASCO) §g) £M^> 2 0tt«lfe. 

11 ffi|E#2 0 0 0 - 3 0 5 7 3 8 4 
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yt¥ffi&<?)fflfel*. ^7^*7ASffl^THPLC (*7A:CHIRALC 
EL OD 4 . 6 mm 4> X 2 5 0 mm, SI:$&2 01C, #lfr*B : ^3f-9">/ 2 
-^nAV-;i/= 8 0/2 0 *fctt'\^r-9->/2 -^n/NV-;i/= 8 5/15, 
: l.OmL/^ ^ffi^ : 2 8 5 nm) JCfcUffofe. 

*;i/3i>3f KODjSfi^jtSr^-r^ fe«XZ>*gfi©X»ia«f7=- * tt, Cu-K 
0 **£ffllrV E9#IB#ftf (RIGAKU AFC5R) tC«fc yfflfeUfc. 
T?*8Bfiffi«:»JtU SHELXL-9 3f«SS»ftftbfc. »*X»iatftt 
, X-ray Powder Diffractometer Rigaku RI 
NT2500 (ultraX18) No. PX-3 feMV^TUDtL*:.' 

s : y tf V v h 

d : #~f\/y Y 

t : h'jyi/^h 

q : 9 7)\>^rv h 

m : Yjl/f-^l/ y h 

bs : ^D- Ft/Z/tfl/y h 

J : *^?/£UC 

[0 0 18] 

##M l 

(R) -2- [ [ [3 -*^;i/-4 - (2, 2, 2-hU7;i/tDXhdpS/) 

-2-tru^-;i/] x;i/7-f— - 1 h-k>x^ ^ (r ( 

2- [ [ [3 -*^;i/~4 - (2, 2, 2 - h y 7flsyf-U3L - 2 - tf 

(^-fe^tt) (3. 9 8 g) £, TSB#lfr*B (3 3 OmL) fcitfTi? h 
-hU;i/ (3 7mL) IZ&BV. HPLC CHIRALCEL OD 

2 0 mm* X 2 5 0 mm, : 3 Ot, ^l&ffi : / 2 -zfU A J - )\y 

J -fy= 2 55/3 5/1 0, 1 6mL/^ &ffii&^ : 2 8 5 n 

1 2 2000-3057384 
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Hi, l>>a-yh 2 0-2 5mg) (Ct^SUfe. ^^I^*VJn$ V^^Mtett 

(DftmzM&Tmi&v. hZMtox*.* ; -Mzmmv. o. 4 5 Am© 
•74 ji$-x~mi&is. mmz'\*y->*iMx.xm&nwi'. r (+) -7>v^ 

^ !/-/!/ (1. 6g, ft^MS > 9 7 . 6%ee) ^TWTXt tlife 

o 

-^yjzf^l/-jv (1. 3 7g, >9 9. 9%ee) ^7W7 

(a) D =+174. 3° (c = 0. 994%, CHClg) 
[0 0 19] 

(R) -2- [ [ [3 -*^;i/-4 - (2, 2, 2 - h U 7/1/* UX. h*ri/) 

^;i/7-f-;v] - 1 H-^>x-f ^ #*y-/b (r ( 

9>V 7°^ !/-/!/ (^-fe^ftO (3 4. 2g) hUxf;i/7^> (0. 2 
%) ^tf2-7'DA; ( 1 7 1 0 mL) fe«tt?^^r"^> (1 1 4 0 mL) 

K&MV. HPLC (^7A:CHIRALCEL OD 5 0 mm <p X 5 0 0 m 
nu Umz MU. &Wlffii A^t>/2-^n;W-^=8 5/15. %&: 6 
OmL/^, ^ffiifoR : 2 8 5 nm, lJ/gy h :»3 OOmg) fCT#^JS 

£||i?>T:n#y-/b (2 5 0mL) tC»»U hUai^;i/T^> (3mL) £8* 
0. 4 5^m©7^M-T'Jliibf:. aHK&816U s\*rV> ZtiQZ-T 

mMsau r (+) -^>v7°^v*-/i/ o. 3i g , yt^nm. 9 8. 3% 

ee) $:7 : E^77^i:lt#fec 
[0 0 2 0] 

(R) -2- [ [ [3 -*^;i-4 - (2, 2, 2- h V 7^>fnaih^^) 

-2-tfy^^;i/] - 1 H-Kyxj * (R ( 

+ ) -^>y^y-;i/) ©j^H 

1 3 ffifE# 2000-3057384 
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T#f>ti^r ; E;i/7T^©R(+) (1 o omg 

) S:7th^h';;i/ (lmL) IC|£8?U S*5Ci6T, ^St*^o<yil7th 
-hU^fcSlSStfe. !§S^«L»«>fcftK:, ^x^ai-^/b (1. 5m 
L) SriDj*., tttlTSfifftilfc. 

»&&a«u ^x^;i/x-^;i/ (lmD "C2mm»& m&r^m^^^t: 

jcj:»;r (+) -7>y^7y-;«^ (38mg) *mr=. a 

1^:1 4 4. 0-14 4. 5 1C (#8?) 

: C: 52.03, H : 3.82, N : 11.38, S : 8.68, F : 15.43, 0:8.66 
4MfHI : C : 52.08, H : 3.76, N : 11.58, S : 8.75, F : 15.42 
1 H-NMR : 2.25(3H,s), 4.40(2H,q,J=7.8Hz) , 4.68(lH,d, J=13.8Hz) , 4.85(lH,d,J 
=13.8Hz), 6.69(lH,d,J=6.0Hz), 7.29-7.39(2H,m) , 7.52(lH,m), 7.81 (lH,m) , 8 
.37(lH,d,J=6.0Hz) ,11.00(lH,bs). 

IR (vein -1 ) : 3081,3042,2984,1586,1478,1441,1306,1267,1163. 
UVmax (CHClg) : 283.7 nm 
(a) D =+199. 2° (c = 0. 202%, CHClg) 



1 4 
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[00 2 1] 



R(Ia2a(T)) 



C16H14N302FSS 
369.36 

0.40 X0.30 X 0.04 (mm) 

a = 8.549(1) (A) 
b = 23.350(1) (A) 
c = 8.720(2) (A) 
B = 103.90(1) (°) 
V = 1689.8(4) (As) 

: P2i 

: 4 

: 1.452 (g/cm3) 
— : 9.12 
: 0.036 
^ : -0.02 (2) 



[0 0 2 2] 

(R) -2- [ [ [3-*^;i/-4- (2, 2, 2-HJ7^tnxh^i/) 

- 2 - t^u ^;i/^>r^>n/] - 1 H-'OX^r ^ (R ( 

#%M2r#f,tlfe7^7 7X© (R) -2- [ [ [3 -*^;i/-4 - (2 
, 2, 2 - bV7fl<>tU3Lh3ris) - 2-hTU /I/] X;i/"7 >r — 

- 1 H-/<>X>r ^ (9. 1 7 g) h> (2 OmL) tC8lfi?U 
@<Mb4*^* (15mL) $:in^fco SfiT*- * (2 OmL) 
£j&B;t. if^Ilfe. @#£&IfcU * (3 OmL, 2 0mL) T*t, 
^>ry^ntr;i/a:--^;i/ (2 OmL) T*gfe#bfc 0 KJEttftU ®# (9. 10 

1 5 aii£4$ 2000-3057384 
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g) m*>frt~Wfc (9. 0 0 g) h> (30mL) K8I8¥U 31 

aHKtcs;>f y^ntr^/a:— (5 0mL) ztiajttc. *£H©«£A*u 

^UT—mtkUlsf-. ffimisfcU&Zm&L. i^^V^U^JVnL-^JV (10m 
L) T?3ISffii*bfc. «fi£ft«Kb. ^ (7. 8 5g) £#fc 0 #fenfc*§a ( 
7. 8 0 g) ST-fe h> (2 2. 5mL) (3 OmL) CflDfii&BU 

iStlTOIlfe. flrffibfcHtt&aMfcU Tt (1:4) (15 

mL) -egfc^U *£E««i-*ii:JCJ:y, @ft (3. 8 8 g) 
fcHffc (3. 8 8g) ZT±h> (4mL) JCftH»»j»b, ^V^Dlf;i/X- 
5^/1/ (14mL) ^Mt. ^t3 0^TOLfc. «f ffi Lfc|£fc«:*PR U 

y^ntr/i/x— 5=-/b (6mD T»2@^i/fe. «je««u r (+) -9 
>y^y-^/©*gs o. 4 0g, ytsmm 99. 8%ee) *mtc« 

m& : 1 4 7. 0-148. 0^ 

3fi : C : 52.03, H : 3.82, N : 11.38, S : 8.68, F : 15.43, 0:8.66 
fMJHB : C: 51.85, H : 3.92, N : 11.26, S : 8.82, F : 15.22 

1 H-NMR : 2.24(3H,s), 4.38(2H,q, J=7.8Hz) , 4.74(lH,d, J=13.6Hz) , 4.87(lH,d,J 
=13.6Hz), 6.68(lH,d,J=5.8Hz), 7.26-7.36 (2H,m) , 7.45(lH,m), 7.78(lH,m), 8 
.35(lH,d,J=5.8Hz). 

IR (vcnf 1 ) : 3083,3034,2975,1586,1478,1441,1306,1267,1163 
UVmax (CHClg) : 283.6 nm 
[a] D =+l 80. 3° (c = l. 004%, CHClg) 
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[0 0 2 3] 



» a /ON 

20 ( ) 




cm (A) 




(%) 


7.560 


0. 141 


11. 6841 


100 




13. 060 


0. 165 


6. 7733 


44 




15. 160 


0. 141 


5. 8394 


55 




15. 440 


0. 141 


5. 7342 


84 




20. 040 


0. 165 


4. 4271 


23 




21. 720 


0. 165 


4. 0883 


89 




22. 560 


0. 141 


3. 9380 


24 




22. 820 


0. 141 


3. 8937 


24 




24. 080 


0. 165 


3. 6927 


37 




26. 120 


0. 118 


3. 4088 


32 




28. 680 


0. 165 


3. 1100 


20 





[0 0 2 4] 

mmms 

(R) -2- [ [ [3-^^;i/-4- (2, 2, 2-h'j7Mnxh^fi/) 

- 2 -try jvl x;i/^>f^;i/] - l w-Kyxj * #V-;i/ (r ( 

+) -7>y^y-;i/) i. ^a^mmom^ 

0^miTm^nt^r=EjvyT7.<D (r) -2- c c [3-^^;i/-4- (2 
, 2, 2 - h y yji/Ttu*. -2 -try*;— x^-7>f 

- 1 H-'OX-f ^ £V-;i/ (lOOmg) 7 -JV (0. 1 5 mL) tC*§ 
8¥U * (0. 15mL) S:inx.fc 0 fc&AtU tfit'lH^fttlfe 0 ffimb 
£iji£ll£gtI&U * (2mL) T* 2 IS&if^ WETE*"* £ Zl £ JC J: »J (R) 
-2- [ [ [3 4 - (2, 2, 2-hij7^tnxh*S/) - 2 - tf 

y ^^;i/] x;i/7^-;i/] - i H- Ky ^ # ^ - )v (r ( + ) 

1 7 ffiH# 2000-30573 84 
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>V79l/-/l/) 1. 5*ftt©^ (9 6mg) £#fc„ 
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